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Claim 1. (Amended) \ 1, 3-dioxolo- [4 , 5-h] [2, 3] benzodiazepine 
/ compound of the formula I 



wherein 

A represents a hydrogen atom, 
B means a hydrogen atom, 

stands for a group of the formula 

- (CH2)n-C0- (CH2)m-R, wherein 

R represents a halo atom, a pyridyl gi^up or a group of 

the formula -NR^r\ wherein 

r3 and R^ mean, independently, a hydrogen atom, a 
C3-6 cycloalkyl group, a C1-4 alko^ group, an 
amino group, a phenyl group \optionally 
substituted by one or two C1-4 alkyl giiyoupls), a 
Ci-4 alkyl group which latter is optionally 
substituted by a phenyl group or a satoirated 
heterocyclic group having 5 or 6 member^, and 
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Vmprising 1 to 3 nitrogen atom(s) or a nitrogen 
a\n and an oxygen atom as the heteroatom, and 
said\;eterocyclic group is optionally substituted 
by a\henyl group which latter is optionally 
substitu^d by 1 to 3 substituent{s), wherein the 
substituenK consists of a Cx-, alkoxy group, or 
r3 and form,\ith the adjacent nitrogen atom and 
optionally wi\ a further nitrogen atom or an 
oxygen atom, \ saturated or unsaturated 
heterocyclic grouAaving 5 or 6 members, being 
optionally substituted by a phenyl group that is 
optionally substituted\by 1 to 3 substituents, 
wherein the substituent \^ a C1-4 alkoxy group, 
n has a value of 0, 1 or 2, \ 
m has a value of 0, 1 or 2, or \ 
A forms together with B a valencX bond between the 
carbon atoms in positions 8 and 9,\and in this case 
r1 represents a group of the formula \ 
-C0-(CH2)p-RS wherein \ 
r6 stands for a halo atom, a phenoxy g^s;oup, a C1-4 
alkoxy group or a group of the f ormu]^ -NR^R^ 
wherein \ 
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aKd R» mean, Independently, a hydrogen atom, a 
gjnyl group, a C3-S cycloaUyl group or a C,-. 
alky\ group which latter is optionally 
substituted by a phenyl group or a saturated 
neterAclic group having 5 or 6 members and 
comprisL one or more nitrogen atom(s) or a 
nitrogen id an oxygen atom as the heteroatom, 
wherein t\e phenyl group is optionally 
substitutedV 1 to 3 identical or different 
substituent(s\ wherein the substituent is a 
Ci-4 alkoxy grou^^ or 

and R» form togetL with the adjacent nitrogen 
atom, an oxopyrroAdinyl group, a phthalimido 
group, or a satuysd heterocyclic group 
having 5 or 6 membe)^ and comprising one or 
„ore nitrogen atom(s)\or a nitrogen and an 
oxygen atom as the Leroatom, and said 
heterocyclic group is opVonally substituted 
, 3 identic^ or different 

substituent, s) selected W the group 
consisting of a hydroxy group\ a phenyl group, 
a phenoxy group, a phenyl ,C„ WyD ^roup or 
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\« phenoxy(Cx-4 alkyl) group, wherein in case of 
X substituents listed. the phenyl or phenoxy 
gro\ is optionally substituted by 1 to 3 
ideniXal or different substituent (s) , wherein 
the sub^ituent is a halo atom or a C1-4 alkoxy 
group, aV in case of the phenoxy {Ci-, alkyl) 
group, t\ alkyl group is optionally 
substituted \^1 or 2 hydroxy group(s), 
p has a value of \) , 1 or 2, 

stands for a nitro gr\p, an amino group or a (C, 
alkanoyl) amino group, wiS^ the proviso that 

1) if A forms together Vth B a valence bond, 
stands for an amino gr^P and p has a value of 
0, then is different from a Ci-4 alkoxy 

group, \ 

2) if A forms together with B a\valence bond, R^ 
stands for an amino group, P h^ a value of 0 
or 1, and R^ represents a group ^ the formula 
-NR^rS then one of R^ and R« is diWrent from 
a hydrogen atom or a C1-4 alkyl grouV 

3) if each of A and B stands for a hydro^n atom, 
n and m have a value of 0, then one ofV and 
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r 



It 



4) 



H. represents a hydrogen atom, and the other of 
X^and R> is different fro. a hydrogen atom or 
a a-4 alkyl group, and 

If of A and B stands for a hydrogen atom, 

„ has\ value of 0, m has a value of 1 or 2, 
and one\f R' and R* stands for a hydrogen atom 
or a C.-Vyl group, then the other of R= and 
R« is diffXnt from a hydrogen atom or a Ci-, 

alkyl group, 

. Citable acid addition salts 

and pharmaceutically Billable 

thereof. \ 

,;«,ended, \ 1, 3-dioxolo- 14, .-hH2, 31 

benzodiazepine compound as claimed in Cl\m 1, wherein 
A represents a hydrogen atom, \ 
B means a hydrogen atom, \ 
Ri stands for a group of the formula \ 

-(CH2)„-CO-(CH2)„>-R, wherein \ 
, represents a chloro atom, a pyridyl Wp or a group 
of the formula -NR^rS wherein \ 
r3 R^ mean, independently, a hydr\gen atom, a 

cyclopropyl group, a alKoxy grouV an amino 
group, a phenyl group optionally substVtuted by 
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Vne or t«o methyl group(s), or a C.-, alkyl group 
latter is optionally substituted by a 
pheSl group or a saturated heterocyclic group 
havln\ 5 or 6 members and comprising 1 to 3 
nitroge\atom(s) or a nitrogen atom and an oxygen 
atom asVe heteroatom, and the heterocyclic 
group is op\onally substituted by a phenyl group 
which latter^ optionally substituted by 1 to 3 

methoxy groups, \?r 
r3 and R' form. withW adjacent nitrogen atom and 
optionally with a Vther nitrogen atom or an 
oxygen atom, a saWated or unsaturated 
heterocyclic group havinV or 6 members, being 
optionally substituted by Xphenyl group that is 
optionally substituted by 1 t\^ methoxy groups, 
n has a value of 0, 1 or 2, \ 
m has a value of 0, 1 or 2, \ 

stands for a nitro group or an aminoVoup, with 

the proviso that \ 
1) if n and m have a value of 0, then o)^of 

and represents a hydrogen atom, an\ the 
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other of and R^ is different from a hydrogen 
/ ^"^SKt^m or a C1-4 alkyl group, and 

2) if n K^^(e a value of 0, m has a value of 1 or 
2, and one^R^ and R^ stands for a hydrogen 
atom or a C1-4 alkyK^roup, then the other of R^ 
and R^ is different fror^^sa hydrogen atom or a 
Ci-4 alkyl group, 
and pharmaceutically suitable acid addaS^^n salts 

thereof . 



Claim 3. ^Amended) A 1, 3-dioxolo- [4, 5- 

h] [2, 3] benzodiazepine compound a-s claimed in Claim 2, wherein 

r3 and R^ represent, independently, a hydrogen atom, a 
cyclopropyl group, a methoxy\ group, an amino group, a 
dimethylaminophenyl group or a ^ €1-2 alkyl group which 
latter is substituted by a^o^^^2_ morpholino or 
piperazinyl group, wherein the piperazmyl group is 
substituted by a methoxyphenyl group, or \ 
R^ and R'* form, together with the adjacent nitrogen atom and 
optionally a further nitrogen atom or oxygen atom, an 
imidazolyl, morpholino or piperazinyl group, wherein the 



\ 
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piperazinyl group is substituted by a methoxyphenyl 

roup, 

\ 

has^a value of 0 or 1, 

\ 

V 

has a value of 0 or 1, 
r2 stands foX a nitro group or an amino group, 



n 



m 



A represents a\hydrogen atom, 

B means a hydrogen atom, with the proviso that 



1) if n and m ha^/e a value of 0, then one of and 
represents a hydrogen atom, and the other of R^ and 
r" is different "from a hydrogen atom, and 

2) if n has a value of X, m has a value of 1 or 2, and 
one of R^ and r" standV for-.^ hydrogen atom, then 
the other of R^ and R^pis'mffjgrent from a hydrogen 



atom, 

and a pharmaceutically suitable acid addition salts thereof. 

\ 



Claim 4. (Amended) A 1, 3-dioxolo- [4 , 5-h] [2, 3^] benzodiazepine 

\ 

compound as claimed in Claim 3, wherein \^ 

\ 

R^ represents a hydrogen atom, \^ 

R* stands for a cyclopropyl group, a methoxy^soroup or 



an amino group. 



\ 
\ 



n has a value of 0, \ 

\ 
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/ 



c 



m has a value of 0, 

means an amino group, 
A repres^ts^ a hydrogen atom. 





cid addition salts thereof, 



B means a hydro 
and pharmaceutically su 



Claim 5. \ (Amended) A 8-methyl-7H-l, 3-dioxolo- [4, 5- 

h] [2,3]benzodiazepi^e compound as claimed in Claim 1, wherein in 
formula I 

A forms together with B a valence bond between the carbon 
atoms in positions 8 and\9. 



represents a gro\ip of the formula 
-CO- (CH2)p-R^ wherein 



stands for a \alo atom, a phenoxy group, a C1-4 

\ 7 8 

alkoxy group or\ a group of the formula -NR R , 
wherein 

R^ and R^ mean, inde^ndently, a hydrogen atom, a 
guanyl group, or a c\ alkyl group which latter is 
optionally substituted\ by a phenyl group or a 
morpholino group, wherkn the phenyl group is 
optionally substituted by\one or two C1-2 alkoxy 
group (s) , or 
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\ and form together with the adjacent nitrogen atom 
\n oxopyrrolidinyl group, a phthalimido group or a 
saturated heterocyclic group having 5 or 6 members 
an(A comprising one or two nitrogen atom(s) or a 
nitr\gen and an oxygen atom as the heteroatom, and 
said heterocyclic group is optionally substituted 
by 1 t\ 2 identical or different substituents (s) 
selectedXfrom the group consisting of a hydroxy 
group, a Xenyl group, a phenoxy group, a phenyl {Ci- 
4 alkyl) g\oup or a phenoxy (C1-4 alkyl) group, 
wherein in dtese of the substituents listed the 
phenyl or phenVcy group is optionally substituted 
by a halo atom oV a C1-4 alkoxy group, 
p has a value of 0, V or 2, 

stands for a nitroN^roup or an amino group, with 

the proviso that 

if A forms together wit\ B a valence bond, R^ stands 
for an amino group and pXhas a value of 0, then r' 
is different from a C1-4 alVoxy group, 
if A forms together with B a Valence bond, R^ stands 
for an amino group, p has a v^ue of 0 or 1, and R^ 
represents a group of the formica -NR^R^ then one 



R 



1) 



2) 
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/ 



of and R^ is different from a hydrogen atom or a 
li-i alkyl group, 
and pharmace^tically suitable acid addition salts thereof. 




Claim 6. (Vended) A 8-methyl-7H-l, 3-dioxolo- [4 , 5- 

h] [2, 3]benzodiazepine ^sompound as claimed in Claim 5, wherein 

A forms togetherXwith B a valence bond between the carbon 

atoms in positioris 8 and 9, 
r2 represents a nitr6\group or an amino group, 
stands for a group os^ the formula 
-CO- (CH2)p-RS wherein 

R^ means a chloro aton\ a phenoxy group, or a group of 

the formula -NR''R^ wherein 
R^ and R^ represent, indepe\dently, a hydrogen atom, a 
guanyl group or a Ci-aX alkyl group optionally 
substituted by a phenyl g\oup, a dimethoxyphenyl 
group or a morpholino group, N^r 
r'' and R^ form with the adjacentX nitrogen atom, an 
oxopyrrolindinyl group, a phtharimido group or a 
saturated heterocyclic group havingXs or 6 members 
and comprising one or two nitrogen \atom(s) or a 
nitrogen and an oxygen atom as the hetdyroatom, and 
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saVd heterocyclic group is optionally substituted 
/ by ohe or two identical or different substituent (s) 

selected from the group consisting of a hydroxy 
group, aVethoxyphenyl group, a fluorophenyl group, 
a benzyX group or a (methoxy-phenoxy) - 
(hydroxypropysl) group, 
p has a value of 0, iVr 2, with the proviso that 
if A forms together with B\a valence bond, stands for an 
amino group, p has a value of 0 or\l, and represents a group of 
the formula -NR^R% then one of R^and R^ is different from a 
hydrogen atom or a C1-3 alkyl group, 

and pharmaceutically suitable acid ^ddition salts thereof. 

Claim 7. (Amended) A 8-methyl-7H-l, 3-dioxolo- [4 , 5- 

h] [2, 3] benzodiazepine compound as claimed in Claim 6, wherein 
R^ represents an amino group, 
R^, A and B are as defined in Claim 6, 

and pharmaceutically suitable acid addition salts thereof. 



Claim 8. (Amended) \ A process for the preparation of a 1,3- 
dioxolo- [4, 5-h] [2, 3]benzodrQzepine compound of the formula I, 
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whereinXR^ and are as defined in Claim 1, and pharmaceutically 
suitable \cid addition salts thereof, characterized in that 

a) f^r the preparation of a compound of the formula I, 
wherein represents a group of the formula - (CH2) n-CO- (CH2) m-R/ 
wherein R standk for a halo atom or a pyridyl group, n has a value 
of 0, 1 or 2, m ha^ a value of 0, 1 or 2, R^ means a nitro group, A 
1> and B represent a hKydrogen atom, the 7 , 8-dihydro-8-methyl-5- (4- 
I -9H-1, 3-dibxolo [4, 5-1 



nitrophenyl) 
formula III 




-h] [2, 3] benzodiazepine of the 



is reacted with a reagent of the formura VI 



-(CH2)n 



(CH2 
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wrterein Y represents a leaving group, is a halo atom or a 
pyrioyl group; or 

/ bX for the preparation of a compound of the formula I, 

wherein Xrepresents a group of the formula - (CH2) n-CO- (CH2)m-R, 
wherein R st^lds for an imidazolyl group, n has a value of 0, m has 
a value of 0,V means a nitro group, A and B represent a hydrogen 
atom, the \ 7, 8-dihydro-8-methyl-5- (4-nitrophenyl) -9H-1, 3- 

dioxolo[4,5-h] [2,3]^nzodiazepine of the formula III is reacted 
with 1, 1 ' -carbonyldiiit^dazole; or 

c) for the prepa^tion of a compound of the formula I, 
wherein R^ represents a grWp of the formula - (CH2) n-CO- (CH2)„-R, 
wherein R stands for a group\f the formula -NR^rS wherein R^ RS 
n and m are as defined in Clair!\l, R^ means a nitro group, A and B 
represent a hydrogen atom, Vhe 7, 8-dihydro-8-methyl-5- (4- 
nitrophenyl) -9H-1 , 3-dioxolo [4 , 5-h] V 3] benzodiazepine of the 
formula III is reacted with a reagent\of the formula VI, wherein Y 
and r' represent, independently, a leading group, n and m are as 
stated above, and the obtained benzodi\zepine compound of the 
formula IV \ 
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N-(CH2)n 




(CH2): 



X 



IV 



wherein X stand for a leavi^ig group, n and m are as stated above, 
is reacted with an amine of tHe formula VII 

NH-R3 

wherein and R" are as stated above;\or 

d) for the preparation of a coittoound of the formula I, 
wherein R' stands for a group of the formul^ -CO- (CH2) p-R', wherein 
R^ represents a halo atom, a phenoxy group or\ C1-4 alkoxy group, p 
has a value of 0, 1 or 2, A forms together witHvB a valence bond, 
r2 means a nitro group, the 8-methyl-5- (4-nitfophenyl) -9H-1, 3- 
dioxolo[4,5-h] [2,3]benzodiazepine of the formula IP 



16 



Application No. 09/485,441 





II 



is reacted with an acylat^ing agent of the formula IX 



O 




IX 



(CH2)p- 



wherein Y represents a leaving gf«up, X' stands for a halo atom, a 
phenoxy group or a C1-4 alkoxy groupV p has a value of 0, 1 or 2; or 
e) for the preparation of a\ compound of the formula I, 
wherein stands for a group of the formula -CO- (CH2) p-RS wherein 
R^ represents a group of the formula -NR'^R?, wherein R^ R^ and p are 
as defined in Claim 1, A forms together w\th B a valence bond, R^ 
means a nitro group, the 8-methyl-5- (V-nitrophenyl) -9H-1, 3- 
dioxolo [4, 5-h] [2, 3] benzodiazepine of the formula II is reacted with 
an acylating agent of the formula IX, whereiriv each of Y and X' 
represents, independently, a leaving group, p is\as stated above, 
and the obtained acylated compound of the formula will 
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\ 




CH3 



0 



^/ \cn2)p-x' 



VIII 



wherein X' and p are as defined above, is reacted with an amine of 
the formula HNR''R^ wherein^ and are as stated above; 

and, optionally the com^und of the formula I, wherein R^ 

represents a nitro group, r\ A aiKi B are as defined in Claim 1, is 
transformed into a compound of the^^ormula I, wherein R^ stands for 
an amino group, by reduction; 

\ • 2 

and, optionally the compound of the formula I, wherein R 
represents an amino group, R\ A and B ark as defined in Claim 1, 
is reacted with a C1-4 alkanecarboxylic acid ^ a reactive acylating 
salt thereof; 

and, optionally, a base of the formula I 3\s converted to a 
pharmaceutically suitable acid addition salt or liberated from the 
acid addition salt. 



^ Claim 9. (Amended) A pharmaceutical composition comprising a 

■'^^T^l, 3-dioxolo- [4, 5-h] [2, 3] benzodiazepine cW)ound of the formula I 
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wherein 

A represents a hydrosren atom, 
B means a hydrogen atoii 

stands for a group of \he formula 

-(CH2)n-CO-(CH2)n,-R, wherdin 

R represents a halo atom,\ pyridyl group or a group of 

the formula -NR^R% where; 

r3 and r" mean, independeiVtly, a hydrogen atom, a 
C3_6 cycloalkyl group, a\Ci-4 alkoxy group, an 
amino group, a phenyl \ group optionally 
substituted by one or two Ci-aNalkyl group(s), a 
Ci-4 alkyl group which latterXis optionally 
substituted by a phenyl group or\a saturated 
heterocyclic group having 5 or 6 members and 
comprising 1 to 3 nitrogen atom(s) or aVitrogen 
atom and an oxygen atom as the heteroatoriy. and 
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.\ said heterocyclic group is optionally substituted 
Bv a phenyl group which latter is optionally 
subWituted by 1 to 3 substituent (s) , wherein the 
substrbuent consists of a C1-4 alkoxy group, or 
r3 and foW, with the adjacent nitrogen atom and 
optionally \ith a further nitrogen atom or an 
oxygen atomX a saturated or unsaturated 
heterocyclic gro^) having 5 or 6 members, being 
optionally substituted by a phenyl group that is 
optionally substitute^ by 1 to 3 substituents, 
wherein the substituentVs a C1-4 alkoxy group, 
n has a value of 0, 1 or 2, \ 
m has a value of 0, 1 or 2, or \ 
A forms together with B a valence \ond between the 
carbon atoms in positions 8 and 9, ar^^in this case 
represents a group of the formula \ 
-CO- (CH2)p-R^ wherein \ 
R« stands for a halo atom, a phenoxy group\ a C1-4 
alkoxy group or a group of the formula -NR/R , 
wherein \ 
r'' and R^ mean, independently, a hydrogen atom, a 
guanyl group, a C3-6 cycloalkyl group or a C1-4 
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\lkyl group which latter is optionally 
substituted by a phenyl group or a saturated 
heterocyclic group having 5 or 6 members and 
compris^g one or more nitrogen atom(s) or a 
nitrogen atad an oxygen atom as the heteroatom, 
wherein thX. phenyl group is optionally 
substituted by\l to 3 identical or different 
substituent (s) , Wherein the substituent is a 
Ci-4 alkoxy group, ois 
r'' and form together wVh the adjacent nitrogen 
atom, an oxopyrrolidinyKgroup, a phthalimido 
group which latter is optiVially substituted, 
or a saturated heterocyclic ^oup having 5 or 
6 members and comprising one or\more nitrogen 
atom(s) or a nitrogen and an ox^aen atom as 
the heteroatom, and said heterocyclics group is 
optionally substituted by 1 to 3 idenMcal or 
different substituent (s) selected f rorfk the 
group consisting of a hydroxy group, a pheWl 
group, a phenoxy group, a phenyl (C1-4 alkylX^ 
group or a phenoxy (C1-4 alkyl) group, wherein 
in case of the substituents listed the phenyl 
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or phenoxy group is optionally substituted by 
to 3 identical or different substituent (s) , 
jrein the substituent is a halo atom or a 
Ci-4 \alkoxy group, and, in case of the 
phenox^(Ci-4 alkyl) group, the alkyl group is 
optionaAy substituted by 1 or 2 hydroxy 
group (s) , 
p has a value >of 0, 1 or 2, 

stands for a nitro Vroup, an amino group or a (C1-4 
alkanoyl) amino group Xwith the proviso that 

1) if A forms together with B a valence bond, R 
stands for an amino \roup and p has a value of 
0, then is differWit from a C1-4 alkoxy 
group, \ 

\ 2 

2) if A forms together with a valence bond, R 
stands for an amino group, pyhas a value of 0 
or 1, and R^ represents a grouX of the formula 
-NR■'R^ then one of r'' and R^ is Afferent from 
a hydrogen atom or a C1-4 alkyl group, 

3) if each of A and B stands for a hydrVen atom, 
n and m have a value of 0, then one o\ R^ and 
R^ represents a hydrogen atom, and the ot^er of 
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/ 



and is different from a hydrogen atom or 
a\;i-4 alkyl group, and 
4) if e^ch of A and B stands for a hydrogen atom, 
n has \ value of 0, m has a value of 1 or 2, 
and one df and R" stands for a hydrogen atom 
or a Ci-4 a\kyl group, then the other of R^ and 
R* is different from a hydrogen atom or a C1-4 
alkyl group, 

or a pharmaceutically suitalsjle acid addition salt thereof 
as the active ingredient ani^ one or more conventional 
carrier (s) . 



Claim 10. (Amended) A pharmaceutical Composition as claimed 
in Claim 9 comprising a 1, 3-dioxolo- [4, 5-h]\^2, 3] benzodiazepine 
compound of the formula I, wherein 

A represents a hydrogen atom, 

B means a hydrogen atom, 

R^ stands for a group of the formula 
-(CH2)n-CO-(CH2)m-R/ wherein 

R represents a chloro atom, a pyridyl group or >^ group 
of the formula -NR^r\ wherein 
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li-^ and R'' mean, independently, a hydrogen atom, a 
\ cyclopropyl group, a C1-4 alkoxy group, an amino 
g^up, a phenyl group optionally substituted by 
one^r two methyl group(s), or a C1-4 alkyl group 
which \latter is optionally substituted by a 
phenyl gis;pup or a saturated heterocyclic group 
having 5 6 members and comprising 1 to 3 

nitrogen atom\s) or a nitrogen atom and an oxygen 
atom as the heteroatom, and said heterocyclic 
group is optionalJSy substituted by a phenyl group 
which latter is opt\onally substituted by 1 to 3 
methoxy groups, or \ 

and R^ form, with the adjacent nitrogen atom and 
optionally with a furthers, nitrogen atom or an 
oxygen atom, a saturated or unsaturated 
heterocyclic group having 5 oX 6 members, being 
optionally substituted by a phenVL group that is 
optionally substituted by 1 to 3 m^hoxy groups, 
n has a value of 0, 1 or 2, \ 
m has a value of 0, 1 or 2, \ 
stands for a nitro group or an amino group, wVth the 
proviso that \ 
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n and m have a value of 0, then one of 
^ represents a hydrogen atom, and the 
otX of and R^ is different from a hydrogen 
atom X a C1-4 alkyl group, and 
2) if n havk a value of 0, m has a value of 1 or 
2, and onXof R^ and R^ stands for a hydrogen 
atom or a c\ alkyl group, then the other of R^ 
and R* is dif\rent from a hydrogen atom or a 

Ci-4 alkyl group\ 
0, a pMnnaceuticany suita\e aci. addition saU thereof 

as the active ingredient. 

Clai™ U. (Amended, \. phannaceutical composition as claimed 

"^^ ^ 1- 1^ r/1 s-hl r2, 31benzodiazepine 
in Claim 10 comprising a 1, 3-dioxolo- (4, 5 [2, 

compound of the formula I, wherein 

r3 and R' represent, independently, a hydrogen atom, a 
cyclcpropyl group, a .^^hoxy group, ah amino group, a 
dimethylaminophenyl gr^^^ir^ C.. al.yl group which 
latter i. substituted by\.^a phenyl, n.,rpholino or 
piperazinyl group, wherein t^he piperaziny^ group is 
substituted by a methoxyphenyl ^foup. or 



\ 
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and form, together with the adjacent nitrogen atom and 
\ionally a further nitrogen atom or oxygen atom, an 
imiLolyl, morpholino or piperazinyl group, wherein the 
pipeX;nyl group is substituted by a methoxyphenyl 
group, 

has a valuevof 0 or 1, 
has a value df 0 or 1, 

stands for a n\tro group or an amino group, 
A represents a hydrogen atom, 

B means a hydrogen aV' ^^^h the proviso that 

1) if n and m haveV value of 0, then one of and R^ 
represents a hydrogen atom, and the other of R^ and 
R« is different from\a hydrogen atom, and 

2) if n has a value of o\^m has a value of 1 or 2, and 
one of R^ and R^ sta^\te^a hydrogen atom, then 
the other of R^ and R<^^frfeerent from a hydrogen 

atom, ^ 
or a pharmaceutically suitable acid add^ition salt thereof as 

the active ingredient 
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C^^aim 12. (Amended) A pharmaceutical composition as claimed 
in Claim Xl.dompMsing a 1, 3-dioxolo- [4, 5-h] [2, 3]benzodiazepine 
compound of trte formula I, wherein 

re^esentS' a hydrogen atom, 

standk for a cyclopropyl group, a methoxy group or 
an amino group, 
n has a value^o^O, 
m has a value of 
R^ means an amino group, 
A • represents a hy^^^ogss 
B means a hydrogen 
or a pharmaceutically suitable acid a^^dition ^salt thereof as 
the active ingredient. 




in 



Claim 13. (Amended) ANpharmaceutical composition as claimed 
Claim 9 comprising ^ 8-methyl-7H-l, 3-dioxolo- [4,5- 
h] [2, 3]benzodiazepine compound of formula I, wherein 

A forms together with B a vale>s^e bond between the carbon 
atoms in positions 8 and 9, 

R^ represents a group of the formula 
-CO- (CH2)p-R^, wherein 
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sVands for a halo atom, a phenoxy group, a C1-4 
al\oxy group or a group of the formula -NR'R^ 
wherein 

and r\ mean, independently, a hydrogen atom, a 
guanyl g\oup, or a C,., alkyl group which latter is 
optionallX substituted by a phenyl group or a 
morpholino Voup, wherein the phenyl group is 
optionally substituted by one or two C1-2 alkoxy 
group (s), or \ 

and R« form tog^her with the adjacent nitrogen 
atom, an oxopyrroli^inyl group, a phthalimido group 
or a saturated heterocyclic group having 5 or 6 
members and comprising\ne or two nitrogen atom(s) 
or a nitrogen and an oxyg^ atom as the heteroatom, 
and said heterocyclic Vroup is optionally 
substituted by 1 to 2 identical or different 
substituent(s) selected from th^ group consisting 
of a hydroxy group, a phenyl Voup, a phenoxy 
group, a phenyl (C1-4 alkyl) group o\ a phenoxy (C1-4 
alkyl) group, wherein in case of th^substituents 
listed the phenyl or phenoxy group iiv optionally 
substituted by a halo atom or a C1-4 alkoW group. 
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/ 



1) 



has a value of 0, 1 or 2, 

mds for a nitro group or an amino group, with 

.proviso that 
if A\orms together with B a valence bond, stands 
for anVnino group and p has a value of 0, then r' 
is different from a Ci-4 alkoxy group, 
if A forms\ogether with B a valence bond, r' stands 
for an aminoNgroup, p has a value of 0 or 1, and R^ 
represents a Voup of the formula -NR^R«, then one 
of r' and r' is \if ferent from a hydrogen atom or a 
Ci-4 alkyl group, 
or a pharmaceutically suitab]!^ acid addition salt thereof as 

the active ingredient. 



2) 



m 



Claim 14. (Amended) A pharmaceutWl composition as claimed 
Claim 13 comprising an 8-meW-7H-l, 3-dioxolo- [4 , 5- 
h] [2,3]benzodiazepine compound of the formula I, wherein 

A forms together with B a valence bo\^ between the carbon 

atoms in positions 8 and 9, 
r2 represents a nitro group or an amino g\^oup, 
r1 stands for a group of the formula 

6 



-CO- (CH2)p-rS wherein 
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means a chloro atom, a phenoxy group, or a group of 
\the formula -NR■'R^ wherein 
r' andVR' represent, independently, a hydrogen atom, a 
guaWl group or a C1-3 alkyl group optionally 
subs^tuted by a phenyl group, a dimethoxyphenyl 
group OF a morpholino group, or 
R^ and R' £^rm with the adjacent nitrogen atom, an 
oxopyrroirhdinyl group, a phthalimido group or a 
saturated hVerocyclic group having 5 or 6 members 
and comprisiria one or two nitrogen atom(s) or a 
nitrogen and aX oxygen atom as the heteroatom, and 
said heterocyclX group is optionally substituted 
by one or two identical or different substituent (s) 
selected from the Woup consisting of a hydroxy 
group, a me thoxypheny\ group, a fluorophenyl group, 
a benzyl group V a (methoxy-phenoxy) - 
(hydroxypropyl) group, \ 
p has a value of 0, 1 or 2, withVhe proviso that 
if A forms together with B a valenceVond, R^ stands for an 
amino group, p has a value of 0 or l\ and R^ represents a 
group of the formula -NR^R^ then one of ^and R^ is different 
from a hydrogen atom or a C1-3 alkyl group, \ 
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or a pharmlS^l^Hcally suitable acid addition salt thereof as 

the active ingredient, 



Claim 15. (Amended) A\pharmaceutical composition as claimed 
in Claim 14 comprising \ an 8-methyl-7H-l, 3-dioxolo- [4 , 5- 
h] [2,3]benzodiazepine compound \^ the formula I, wherein 
b} stands for a group of t\e formula 
-CO- (CH2)p-R^, wherein \ 

R« means of chloro atomXa phenoxy group, or a group 

of the formula -NR^R^ wYerein 
R^ and R« represent, independently, a hydrogen atom, a 
guanyl group, or a C1-3 \lkyl group optionally 
substituted by a phenyl g\oup or a morpholino 
group, wherein the phenyl gro^, a dimethoxyphenyl 
group or a morpholino group, or\ 
R^ and r' form with the adjacent i^trogen atom, an 
oxopyrrolidinyl group, a phthaLitrf^Q^ group or a 
saturated heterocyclic group haviW \ or 6 members 
and comprising one or two nitrogen^ \tom(s) or a 
nitrogen and an oxygen atom as the heteVoatom, and 
said heterocyclic group is optionally siitostituted 
by 1 to 2 identical or different substit\ent (s) 
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selected from the group consisting of a hydroxy 
group\a methoxyphenyl group, a fluorophenyl group, 
a ben^l group or a (methoxyphenoxy) - 
(hydroxyproWl) group, 
represents a hydrogen atom, 

represents a hydrogeri\at^ and A forms together with B 
a valence bond betweW\he carbon atoms in positions 8 



and 9 

r2 represents an amino group, 
or a pharmaceutically suitable acid\ddition salt thereof as 
the active ingredient. 



Claim 16. (Amended) \method of treatment in which a patient 
suffering from epilepsy or hein\ in a state aft.er stroke is treated 
with a non-toxic dose of a l, 3-diXolo- [4, 5-h] [2, 3]benzodiazepine 
compound of the formula I, 




-Rl 
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wheyrein 

A ^^resents a hydrogen atom, 
B meank a hydrogen atom, 

stands\or a group of the formula 

-(CH2)n-C0\/CH2)m-R, wherein 

R represents\a halo atom, a pyridyl group or a group of 
the formulaNrNR^RS wherein 

r3 and R' mea\, independently, a hydrogen atom, a 
C3.6 cycloalkW group, a C1-4 alkoxy group, an 
amino group, \a phenyl group optionally 
substituted by onXor two C1-4 alkyl group(s), a 
C1.4 alkyl group wVch latter is optionally 
substituted by a phenU group or a saturated 
heterocyclic group having 5 or 6 members and 
comprising 1 to 3 nitrogen ^m(s) or a nitrogen 
atom and an oxygen atom as thte heteroatom, and 
said heterocyclic group is optionally substituted 
by a phenyl group which latter oNs optionally 
substituted by 1 to 3 substituent (s) , \herein the 
substituent consists of a C1.4 alkoxy grVp, or 
R^ and r' form, with the adjacent nitrogen atW and 
optionally with a further nitrogen atom o\an 
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^gen atom, a saturated or unsaturated 
het\ocyclic group having 5 or 6 members, being 
optio\lly substituted by a phenyl group that is 
optional^ substituted by 1 to 3 substituents, 
wherein thk substituent is a Cx-4 alkoxy group, 
n has a value of\p, 1 or 2, 
m has a value of o\ 1 or 2, or 
A forms together with\B a valence bond between the 
carbon atoms in posit i^s 8 and 9, and in this case 
r1 represents a group of thk formula 
-C0-(CH2)p-RS wherein \ 

r6 stands for a halo atom, kphenoxy group, a C1-4 
alkoxy group or a group ofVhe formula -NR^R^ 

wherein \ 
and R^ mean, independently, a h>drogen atom, a 
guanyl group, a C3-6 cycloalkyl gAmp or a 
alkyl group which latter is Wionally 
substituted by a phenyl group or a sVurated 
heterocyclic group having 5 or 6 membeN^ and 
comprising one or more nitrogen atom(s) V a 
nitrogen and an oxygen atom as the heteroatW 
wherein the phenyl group is optionall>v 
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siv^stituted by 1 to 3 identical or different 
subXituent(s), wherein the substituent is a 
Ci-4 al^oxy group, or 

and R« fWi together with the adjacent nitrogen 
atom, an Vopyrrolidinyl group, a phthalimido 
group, or\a saturated heterocyclic group 
having 5 or \ members and comprising one or 
more nitrogen VomO) or a nitrogen and an 
oxygen atom as\ the heteroatom, and said 
heterocyclic groupVis optionally substituted 
by 1 to 3 identical or different 
substituent (s) sele^ed from the group 
consisting of a hydroxyVoup, a phenyl group, 
a phenoxy group, a phenyl\Ci-4 alkyl) group or 
a phenoxy (Ci.4 alkyl) group, Wrein in case of 
the substituents listed the ^^nyl or phenoxy 
group is optionally substitu^d by 1 to 3 
identical or different substituer^(s) , wherein 
the substituent is a halo atom or \ alkoxy 
group, and, in case of the phenoxy (^1-4 alkyl) 
group, the alkyl group is o^ionally 
substituted by 1 or 2 hydroxy group {s)\ 
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p \ has a value of 0, 1 or 2, 

stano^ for a nitro group, an amino group or a (C1-4 
alkanoy^) amino group, with the proviso that 

1) if A. forms together with B a valence bond, 
stands*!^ for an amino group and p has a value of 
0, then\ R^ is different from a C1-4 alkoxy 
group, 

2) if A forms together with B a valence bond, R^ 
stands for an\amino group, p has a value of 0 
or 1, and R*" re^lyresents a group of the formula 
-NR'^R^, then one ^ r'^ and R^ is different from 
a hydrogen atom or \ C1-4 alkyl group, 

3) if each of A and B stands for a hydrogen atom, 
n and m have a value ols 0, then one of R^ and 
R^ represents a hydrogen a^om, and the other of 
R"^ and R^ is different f rorA^ a hydrogen atom or 
a Ci-4 alkyl group, and 

4) if each of A and B stands for ^ hydrogen atom, 
n has a value of 0, m has a value of 1 or 2, 
and one of R^ and R^ stands for a iWdrogen atom 
or a Ci-4 alkyl group, then the otheV of R"^ and 
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"^^^different from a hydrogen atom or a C1-4 



4 



alkyl gro 

or a pharmaceutically ^^able ac 
thereof. 



id addition salt 



Clal. XI. (AmendeNi, A process for preparing a pharmaceutical 
composition suitable fcr^.he treatment of epilepsy or a state after 
characterizedX in that a 1. 3-dioxolo- C4. 5- 



Stroke, 



h] [2, 3]benzodiazepine 



compound of the formula I, 




-Rl 



wherein 

A represents a hydrogen atom, 
means a hydrogen atom, 
stands for a group of the formula 
-(CH2)n-CO-(CH2)m-R, Wherein 
R represents a halo atom, a pyridyl g] 
the formula -NR^r\ wherein 



B 



R 



jp or a group of 
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ar5>4 r" mean, independently, a hydrogen atom, a 
C3-6 ^cycloalkyl group, a C1-4 alkoxy group, an 
aminoX group, a phenyl group optionally 
substitvWed by one or two C1-4 alkyl group(s), a 
Ci-4 alky\ group which latter is optionally 
substitutedXby a phenyl group or a saturated 
heterocyclic Vroup having 5 or 6 members and 
comprising 1 toV3 nitrogen atom(s) or a nitrogen 
atom and an oxygWi atom as the heteroatom, and 
said heterocyclic ^oup is optionally substituted 
by a phenyl group \hich latter is optionally 
substituted by 1 to 3 ^ibstituent (s) , wherein the 
substituent consists of\a C1-4 alkoxy group, or 
and form, with the adj^ent nitrogen atom and 
optionally with a further Vitrogen atom or an 
oxygen atom, a saturated or unsaturated 
heterocyclic group having 5 oA 6 members, being 
optionally substituted by a phertvl group that is 
optionally substituted by 1 to i\ substituents, 
wherein the substituent is a C1-4 aMoxy group, 
has a value of 0, 1 or 2, \ 
has a value of 0, 1 or 2, or \ 
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A ^rms together with B a valence bond between the 

carbon atoms in positions 8 and 9, and in this case 

repr^ents a group of the formula 
\ 

-CO- (ck^)p-R^, wherein 

stands for a halo atom, a phenoxy group, a C1-4 

\ 7 8 

alkoxV group or a group of the formula -NR R , 

whereinX 
\ 

r'' and R^ me^, independently, a hydrogen atom, a 
guanyl groiip, a C3-6 cycloalkyl group or a C1-4 
alkyl groupX which latter is optionally 
substituted by\a phenyl group or a saturated 
heterocyclic groOp having 5 or 6 members and 
comprising one or Vore nitrogen atom(s) or a 
nitrogen and an oxygen atom as the heteroatom, 
wherein the phenyl Xgroup is optionally 
substituted by 1 to 3 ieientical or different 
substituent (s) , wherein th^ substituent is a 
Ci-4 alkoxy group, or 
r' and R^ form together with the aNdjacent nitrogen 
atom, an oxopyrrolidinyl group,\a phthalimido 
group, or a saturated heterocyclic group 
having 5 or 6 members and comprisXLng one or 
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moxe nitrogen atom(s) or a nitrogen and an 
oxygen atom as the heteroatom, and said 
heter<\yclic group is optionally substituted 
by 1 \ to 3 identical or different 
substitueXt (s) selected from the group 
consisting \f a hydroxy group, a phenyl group, 
a phenoxy grdup, a phenyl (Cx-4 alkyl) group or 
a phenoxy {Ci-4 Xlkyl) group, wherein in case of 
the substituentX listed the phenyl or phenoxy 
group is option^ly substituted by 1 to 3 
identical or diffe^nt substituent (s) , wherein 
the substituent is a\halo atom or a C1-4 alkoxy 
group, and, in case o\^ the phenoxy (C1-4 alkyl) 
group, the alkyl \roup is optionally 
substituted by 1 or 2 hydroxy group (s), 
p has a value of 0, 1 or 2, 
stands for a nitro group, an ami^o group or a (C1-4 
alkanoyl) amino group, with the proviso that 

\ 2 

1) if A forms together with B a valence bond, R 
stands for an amino, group and p l\as a value of 
0, then R^ is different from a\Ci-4 alkoxy 



group, 
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2) i^\A forms together with B a valence bond, 

stances for an amino group, p has a value of 0 
or 1, \nd represents a group of the formula 



-NR''R^ t?hen one of R'' and R® is different from 
3 hydrogerfy atom or a C1-4 alkyl group, 
^♦j-ji/ 3) if each of \and B stands for a hydrogen atom, 

n and m have \ value of 0, then one of R^ and 
R^ represents alaydrogen atom, and the other of 
R^ and R^ is different from a hydrogen atom or 
a Ci-4 alkyl group, !and 
4) if each of A and B stands for a hydrogen atom, 
n has a value of 0, m \as a value of 1 or 2, 
and one of R^ and R* stands for a hydrogen atom 
or a Ci-4 alkyl group, thenVhe other of R^ and 
R^ is different from a hydrog^^n atom or a C1-4 
alkyl group, 

or a pharmaceutically suitable acid addition salt the^^eof, together 

with one or more conventional carrier (s), is conv^ted to a 

\ 

pharmaceutical composition. 
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